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CI AIM AMENDMENTS 



(Previously Presented) A compound of the formula 




wherein 

R is hydrogen or halogen; 
R 1 is -(OC) m R r or -{CR'-CR'OmR 1 ' 
wherein R 1 is 

a) hydrogen or halogen, 

b) cyano, or the following groups: 

i . 

— (C) m R 5 
I. 

c) R , 

d) -C(0)NR'R", 

e) -C(0)0(CH 2 ) m R 5 , 

f) -C(0)R 5 , 

g) -N(OH)-(CH 2 ) m R 5 , 

h) -NR'C(0)-(CH 2 ) m R 5 , 

i) -N[C(0)-R'] 2 , 
j)-OR 6 , 
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k) -{CH 2 ) m -SR 6 , -(CH 2 ) m -S(0)R 6 , or -(CH 2 ) m -S(0) 2 R 6 , 

1) aryl, unsubstituted or substituted by one or more substituents, selected from 

halogen, 

trifluoromethyl, lower alkyl, lower alkoxy, cyano, hydroxy, -NR'R", nitro, 

-(CH 2 )„OR', -C(0)NR'R", -C(0)OR' or-C(0)R', 

m) is a five or six membered aromatic heterocycle, containing one to four 

heteroatoms, 

selected from N, O or S and , unsubstituted or substituted by one or more 
substituents, selected from halogen, trifluoromethyl, lower alkyl, lower alkoxy, 
cyano, hydroxy, -NR'R", nitro, - ( CH 2 ) n ORVCeORVC(0)NR'R'' or-C(0)R\ 
n) is/ five or six membere<^>aromatic heterocycle^ the formula 

which may contain one additional heteroatom, selected from N, O or S, 
R'/R" are hydrogen,^^roxy > lower alkyl, cycloalkyl 

or aryl, wherein the lower alkyl, cycloalkyl or aryl group is unsubstituted or substituted 
by at least one substituent, selected from halogen, 

trifluoromethyl, lower alkyl, lower alkoxy, cyano, hydroxy, -NR'"R"", nitro, 
-(CH 2 ) n OR"\ -C(0)NR'"R"", -C(0)OR"' or-C(0)R"\ 

R'"/R"" are independently from each other hydrogen, lower alkyl, cycloalkyl or aryl, 
R 5 is hydrogen, cyano, hydroxy, halogen, trifluoromethyl, -C(0)OR', -OC(0)R or 
aryl, unsubstituted or substituted by at least one substituent, selected from halogen, 
trifluoromethyl, lower alkyl, lower alkoxy, cyano, hydroxy, -NR'R", nitro, 
-(CH 2 )„OR', -C(0)NR'R", -C(0)OR' or -C(0)R\ or is a five or six membered 
heteroaryl group, containing one to four heteroatoms, selected from N, O or S, 
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unsubstituted or substituted by at least one substituent, selected from 
halogen, trifluoromethyl, lower alkyl, lower alkoxy, cyano, hydroxy, -NR'R", nitro, 
-(CH 2 )„OR\ -C(0)NR'R", -C(0)OR' or-C(0)R', 

R 6 is hydrogen, lower alkyl, trifluoromethyl, or aryl, wherein the lower alkyl or aryl 
group is unsubstituted or substituted by at least one substituent, selected from 
halogen, trifluoromethyl, lower alkyl, lower alkoxy, cyano, hydroxy, -NR'R", nitro, 
-C(0)NR'R", -(CH2)nO£^-C(0)OR' or -C(0)R', or is a five or six membered 
heteroaryl group, ^aining jne to four heteroatoms, selected from N, O or S and 
is unsubstituted or substituted by at least one substituent, selected from halogen, 
trifluoromethyl, lower alkyl, lower alkoxy, cyano, hydroxy, -NR'R", nitro, 
-(CH 2 ) n OR\ -C(0)NR'R", -C(0)OR' or-C(0)R', 
R 7 is -C(0)-(CH 2 ) m OH or an oxo group; 
R 2 is hydrogen, lower alkyl, lower alkoxy, halogen or CF 3 ; 
R 3 /R 3 ' are hydrogen, lower alkyl or form together with the 
carbon atom to which they are attached a cycloalkyl group; 
R 4 /R 4 ' are hydrogen, halogen, CF 3 , lower alkyl or lower 
alkoxy^^. 

>R^d ]5" or R 4 and R 4 ' may be together -CH=CH-CH=CH-, unsubstituted or substituted 
-by_one^riwo^ubstituents selected from lower alkyl, halogen or lower alkoxy^ 

x is ^(0)n7rV(ciW^^ 

wherein R 8 is hydrogen or lower alkyl; 
n is 1 or 2; 
m is 0,1, 2, 3 or 4; 
o is 1 or 2; and 
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p is 1 or 2; 
or a pharmaceutically acceptable acid addition salt thereof. 

2. (Original) A compound of the formula 




wherein 

R is hydrogen or halogen; 
R 1 is -(C^C) m R r or -(CR^CR'OmR 1 
wherein R l is 

a) halogen, 

b) cyano, or the following groups: 

— (C) m R 5 
I. 

c) R , 

d) -C(0)NR'R", 

e) -C(0)0(CH 2 ) m R 5 , 

f) -C(0)R 5 , 

g) -N(OH)-(CH 2 ) m R 5 , 

h) -NR'C(0)-(CH 2 ) m R 5 , 

i) -N[C(0)-R'] 2 , 
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ft 1 



j)-OR 6 , 

k)-SR 6 ,-S(0)R 6 ,or-S(0) 2 R 6 , 

1) aryl, unsubstituted or substituted by at least one substituent, selected from halogen, 
trifluoromethyl, lower alkyl, lower alkoxy, cyano, hydroxy, -NR'R", nitro, 
-(CH 2 )„OR\ -C(0)NR'R", -C(0)OR' or-C(0)R', 

m) is a five or six membered heteroaryl group, containing one to four heteroatoms, 
selected from N, O or S and is unsubstituted or substituted by at least one 
substituent, selected from halogen, trifluoromethyl, lower alkyl, lower alkoxy, 
cyano, hydroxy, -NR'R", nitro, -(CH 2 ) n OR\ -C(0)OR', -C(0)NR'R" or -C(0)R\ 
n) is a five or six membered non-aromatic heterocycle of the formula 

(R 7 ) 0 - 




or a five or six membered non-aromatic heterocycle containing one additional 

heteroatom, selected from N, O or S, 

R'/R" are hydrogen, lower alkyl, cycloalkyl or aryl, 

unsubstituted or substituted by at least one substituent, selected from halogen, 
trifluoromethyl, lower alkyl, lower alkoxy, cyano, hydroxy, -NR"'R"", nitro, 
-(CH 2 )„OR"', -C(0)NR'"R'"\ -C(0)OR"' or-C(0)R"', 

R"'/R"" are independently from each other hydrogen, lower alkyl, cycloalkyl or aryl, 
R 5 is hydrogen, cyano, hydroxy, halogen, trifluoromethyl, -C(0)OR' or aryl, 
unsubstituted or substituted by at least one substituents, selected from halogen, 
trifluoromethyl, lower alkyl, lower alkoxy, cyano, hydroxy, -NR'R", nitro, 
-(CH 2 )nOR\ -C(0)NR'R", -C(0)OR' or-C(0)R\ or is a five or six membered 
heteroaryl group, containing one to four heteroatoms, selected from N, O or S 
and is unsubstituted or substituted by at least one substituents, selected from 
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halogen, trifluoromethyl, lower alkyl, lower alkoxy, cyano, hydroxy, -NR'R", nitro, 
-(CH 2 )„OR', -C(0)NR'R", -C(0)OR' or-C(0)R', 
R 6 is hydrogen, lower alkyl, trifluoromethyl, or aryl, 

unsubstituted or substituted by at least one substituents, selected from halogen, 
trifluoromethyl, lower alkyl, lower alkoxy, cyano, hydroxy, -NR'R", nitro, 
-C(0)NR'R", -(CH 2 ) n OR', -C(0)OR' or -C(0)R', or is a five or six membered 
heteroaryl group, containing one to four heteroatoms, selected from N, O or S and 
is unsubstituted or substituted by at least one substituent, selected from halogen, 
( trifluoromethyl, lower alkyl, lower alkoxy, cyano, hydroxy, -NR'R' ' , nitro, 

-(CH 2 )„OR\ -C(0)NR'R", -C(0)OR' or-C(0)R', 
R 7 is -C(0)-(CH 2 ) m OH or an oxo group; 
R 2 is hydrogen, lower alkyl, lower alkoxy, halogen or CF 3 ; 
R 3 /R 3 ' are hydrogen, lower alkyl or form together with the 
carbon atom to which they are attached a cycloalkyl group; 
R 4 /R 4 ' are hydrogen, halogen, CF 3 , lower alkyl or lower 
alkoxy; 

R and R 2 or R 4 and R 4 ' may be together -CH=CH-CH=CH-, unsubstituted or substituted 
by one or two substituents selected from lower alkyl, halogen or lower alkoxy; 
X is -C(0)N(R 8 )-, (CH 2 ) p O-, -(CH 2 ) P N(R 8 )-, -N(R 8 )C(0)- or -N(R 8 )-(CH 2 ) P -; 
wherein R 8 is hydrogen or lower alkyl; 
n is 1 or 2; 
m is 0 to 4; 
o is 1 or 2; and 
p is 1 or 2; 
or a pharmaceutically acceptable acid addition salt thereof. 
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3 (Currently Amended) A compound of formula IA according to claim 1 , 

CF, 




IA 



wherein 

R 1 is halogen, -(CH 2 ) m CN, -C(0)0-lower alkyl, -(CH 2 ) m OH, 
-N(OH)(CH 2 ) m OH, -N(R)C(0)-(CH 2 ) m OC(0)-lower alkyl, 

-N[C(0)-cycloalkyl] 2 , -N(R)C(0)-(CH 2 ) m OH, pyridin-2,3,4-yl or phenyl, unsubstituted or 
substituted by lower alkyl, lower alkoxy or hydroxy or is morpholinyl or piperazinyl, substituted 
by -C(0)-(CH 2 ) m OH or oxy group(s), 
£R is hydrogen or lower alkyl halogen; 
R 2 is lower alkyl or halogen; 
R 3 /R 3 are hydrogen or lower alkyl; 
X is -C(0)N(R 8 )- or -N(R 8 )C(0)-; 
R 8 is hydrogen or lower alkyl; and 
m is 1 or 2. 



8 



Serial No. 09/922,066 
Filed: August 3, 2001 
Amendment and Response to Office Action 



4. (Currently Amended) A compound according to claim [1] 71 having the formula 




R N or 3 1-100 

6 ' wherein R l and R 2 are as defined above. 

5. (Original) A compound according to claim 4, further comprising R 2 being lower 

alkyl. 

6. (Original) A compound according to claim 5 further comprising R 2 being 2- 

methyl. 



7. (Original) A compound according to claim 6 further comprising R 1 being an 
unsubstituted or substituted five or six membered^on-aromati^ at least 

one nitrogen or one nitrogen and one additional hetero atom selected from the group N, O or S. 



8. (Original) A compound according to claim 7 wherein the compound is N-(3,5- 
Bis-trifluoromethyl-ber^l)-6<4-hydroxyacetyl-piperazm4-yl)-N-memyl-4-o-to 

nicotinamide. 
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9. (Original) A compound according to claim 7 wherein the compound is 4-o- 
Tolyl-1^2\3\6 , -tetrahycko42,4 , ]bipyridinyl-5-carboxylicacid(3,5-bis-trifluorome%l-^ 

methyl-amide. 

10. (Withdrawn) A compound according to claim 6 further comprising R 1 being aryl 
substituted by at least one substituent. 

11. (Withdrawn) A compound according to claim 10 wherein the compound is N-(3,5- 
Bis-lrifluoromet^ 

1 2. (Withdrawn) A compound according to claim 1 0 wherein the compound is N- 
(3,5-Bis-trifluoromethyl-berizyl)-6-(4-hydroxymemyl-phenyl)-N-memyl-4-o4oly 

13. (Original) A compound according to claim 6 further comprising R 1 being a five 
or six member hetero aryl group containing one to four heteroatoms substituted by at least one 
substituent. 

14. (Original) A compound according to claim 13 wherein the compound is 2'- 
MemyM-o-tolyl-P^lbipyridinyl^ 

amide. 

15. (Original) A compound according to claim 13 wherein the compound is N-(3,5- 
Bis-trifluoromeftyl-ber^l)-^^ 
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1 6. (Withdrawn) A compound according to claim 6 further comprising R 1 being 
unsubstituted hetero aryl. 

17. (Withdrawn) A compound according to claim 16 wherein the compound is 4-o- 
Tolyl-[2,4']bipyridinyl^^ 

18. (Withdrawn) A compound according to claim 16 wherein the compound is 4-o- 
Tolyl-P^'lbipyridinyl-S-carboxylic acid (3 5 5-bis-trifluoromethyl-benzyl)-methyl-amide. 

19 (Withdrawn) A compound according to claim 6 further comprising R 1 being 

cyano. 

20. (Withdrawn) A compound according to claim 19 wherein the compound is N- 
(3,5-Bis-trifluoromethyl^^ 

21 . (Withdrawn) A compound according to claim 6 further comprising R 1 being 
-(CH 2 ) m -S(0)R 6 . 

22. (Withdrawn) A compound according to claim 21 wherein the compound is (RS> 
N<3,5-Bis-trifluoromemyl^^ 

nicotinamide. 

23 (Withdrawn) A compound according to claim 21 wherein the compound is (RS)- 
N<3,5-Bis4rifluoromemyl-ber^^^^ 
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24. (Withdrawn) A compound according to claim 6 further comprising R 1 being 



-OR 6 . 



25 . (Withdrawn) A compound according to claim 24 wherein the compound is N- 
(3,5-Bis-trifluoromemyl-benzyl)-6-hydroxymethyl-N-methyl-4-o-tolyl-nicotinamide. 

26. (Withdrawn) A compound according to claim 24 wherein the compound is N-(3,5- 
Bis-trifluoromemyl-benzyl)-6<34^ 

27. (Withdrawn) A compound according to claim 6 further comprising R 1 being 

— (C) m R 5 
I. 

R 

wherein R, R", R 5 and m are as above. 

28. (Withdrawn) A compound according to claim 27 wherein the compound is N- 
(3,5-Bis-trifluoromethyl-ber^l)-6<3-cyano-propyl)-N-methyl-4-o-tolyl-nicotinamide. 

29. (Withdrawn) A compound according to claim 6 further comprising R 1 being 
-(CH 2 ) m -SR 6 , and m is as above. 

30. (Withdrawn) A compound according to claim 29 wherein the compound is N- 
(3,5-Bis-trifluorome%l-ber^l)-N^ 

tolyl-nicotinamide. 
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3 1 . (Withdrawn) A compound according to claim 6 further comprising R 1 being 
-(CH 2 ) m -S(0) 2 R 6 , with m and R 6 as above. 

32. (Withdrawn) A compound according to claim 3 1 wherein the compound is N-(3,5- 
Bis-trifluoromemyl-ber^l)-N-memyl-6-(pyridine-2-sulfonyl)-4^ 

1 2 

33. (Withdrawn) A compound according to claim 4 further comprising R andR 
being halogen. 

34. (Withdrawn) A compound according to claim 33 wherein the compound is N- 
(3,5-Bis-trifluoromethyl-benzyl)-6-chloro-4K4-fluoro-phenyl)-N-methyl-nicotinamide. 

35. (Currently Amended) A compound according to claim 71 [1] having the structure 




wherein R 1 and R 2 are as above. 

36. (Withdrawn) A compound according to claim 35 further comprising R 1 being 
halogen. 
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37. (Withdrawn) A compound according to claim 36 wherein said halogen is 
chlorine. 

38. (Withdrawn) A compound according to claim 37 wherein the compound is 2- 
(3,5-Bis-trifluor^^ 

39. (Currently Amended) A compound according to claim 3 5 further comprising [R2] 
being halogen. 

40. (Original) A compound according to claim 39 wherein said halogen is 2-Chloro. 

41 . (Original) A compound according to claim 40 wherein the compound is 2-(3,5- 

Bis4rifluoromethyl-phenyl)-M 
pyridin-3-yl}-N-methyl-isobutyramide. 

42. (Original) A compound according to claim 40 wherein the compound is 2-(3,5- 
Bis4rifluoromemyl-phenyl)-N^ 

methyl-isobutyramide. 

43 . (Original) A compound according to claim 40 wherein the compound is 2-(3,5- 

Bis-trifluoromethyl-phenyW 
isobutyramide. 

44. (Currently Amended) A compound according to claim 3 5 further comprising [R2] 
being lower alkyl. 
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45 . (Currently Amended) A compound according to claim 44 wherein [R2] R_ is 

methyl. 

46. (Withdrawn) A compound according to claim 45 wherein R 1 is -NR'C(O)- 
(CH 2 ) m R S and R', R 5 and m are as above. 

47. (Withdrawn) A compound according to claim 46 wherein the compound is Acetic 
acid(5-{[2K3,5-bis-trifluoromethyl-phenyl)-2-methyl-propionyl]-methyl-amino}-4-o-tolyl- 

pyridin-2-ylcarbamoyl)-methyl ester. 

48. (Withdrawn) A compound according to claim 46 wherein the compound is 2- 
(3,5-Bis-trifluorome%l-phenyl)-N-[6-^ 

methyl-isobutyramide. 

49. (Withdrawn) A compound according to claim 46 wherein the compound is 2- 
(3,5-Bis-trifluoromemyl-phenyl)-^ 

methyl-isobutyramide. 

50. (Original) A compound according to claim 45 further comprising R 1 being a five 
or six membered non-aromatic heterocycle of the formula 

(Fl- 




oral 



i five or six membered non-aromatic heterocycle containing one additional 
heteroatom, selected from N, O or S and wherein R 7 and o are as above. 
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5 1 . (Original) A compound according to claim 50 wherein the compound 

is2<3,5-Bis-trifluoromeftyl-phenylW 
pyridin-3-yl]-N-methyl-isobutyramide. 

52. (Original) A compound according to claim 50 wherein the compound 
is2K3,5-Bis-trifluorome%l-phenyl)-N-me%l-N46-(3-oxo-morpholin-4-yl)-4-o- 

tolyl-pyridin-3-yl]-isobutyramide. 

53. (Withdrawn) A compound according to claim 45 further comprising 
R 1 being -N[C(0)-R'] 2 and wherein R' is as above. 

54. (Withdrawn) A compound according to claim 53 wherein the 
compound is cyclopropanecarboxylic acid (5-{[2-(3,5-bis-trifluoromethyl-phenyl)-2- 
me%l-propionyl]-memyl-ammo}-4-o-tolyl-pyrid m -2-yl)-cycloprop^ 

amide. 

55 (Withdrawn) A compound according to claim 45 further comprising 
R 1 being -N(OH)-(CH 2 ) m R 5 , wherein R', m and R 5 are as above. 

56. (Withdrawn) A compound according to claim 55 wherein the 
compound is 2<3,5-Bis-trifluoromemyl-phenyl)-N-{64hydroxy-(2-hydroxy-ethyl)- 
ammo]-4-o4olyl-pyridm-3-yl}-N-memyl-isobutyramide. 
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57. (Withdrawn) A compound according to claim 45 further comprising 
R 1 being -(OC) m R r and wherein m and R 1 ' are as above. 

58. (Withdrawn) A compound according to claim 57 wherein the 
compound is 2<3,5-Bis-trifluoromemyl-phenyl)-NK6-emynyl-4-o4olyl-pyridin-3-yl)- 
N-methyl-isobutyramide. 

59. (Withdrawn) A compound according to claim 57 wherein the 
compound is 2-(3 5 5-Bis-trifluoromethyl-phenyl)-N-[6-(3-hydroxy-prop-l -ynyl)-4-o- 
tolyl-pyridin-3-yl]-N-methyl-isobutyramide. 

60. (Withdrawn) A compound according to claim 45 further comprising 
R 1 being -C(0)0(CH 2 ) m R 5 and wherein m and R 5 are as above. 

61. (Withdrawn) A compound according to claim 60 wherein the 
compound is 5- { [2-(3 ,5-Bis-trifluoromethyl-phenyl)-2-methyl-propionyl]-methyl- 
amino}-4-o-tolyl-pyridine-2-carboxylic acid methyl ester. 

62. (Withdrawn) A compound according to claim 45 further comprising R 1 being 
-OR 6 and wherein R 6 is as defined above. 

63 . (Withdrawn) A compound according to claim 62 wherein the 
compound is 2<3,5-Bis-trifluoromemyl-phenyl)-N<6-hyoVoxy-4-o-tolyl-pyridin-3- 

yl)-N-methyl-isobutyramide. 
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64. (Withdrawn) A compound according to claim 45 further comprising R 1 being 
-(CH 2 ) m -S(0)R 6 and wherein m and R 6 are as defined above. 

65. (Withdrawn) A compound according to claim 64 wherein the compound is (RS> 

2<3,5-Bis-triflu0^^ 
methyl-isobutyramide. 

66. (Withdrawn) A compound according to claim 45 further comprising R 1 being a 
five or six membered aromatic heterocycle , containing one to four heteroatoms, selected from N, 
O or S and , unsubstituted or substituted by one or more substituents, selected from halogen, 
trifluoromethyl, lower alkyl, lower alkoxy, cyano, hydroxy, -NR'R", nitro, -(CH 2 ) n OR', 
-C(0)OR', -C(0)NR'R" or -C(0)R', and wherein n, R and R" are as above. 

67. (Previously presented) A compound according to claim 66 wherein the compound 

is2<3,5-Bis-trifluorome^^ 
yl]-N-methyl-isobutyramide. 

68. (Canceled). 

69. (Previously presented) A pharmaceutical composition containing a compound of 
claim 1 and at least one pharmaceutically acceptable carrier. 



70. (Canceled). 
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71. (N ew) A compound of the formula 




wherein 

R is hydrogen or halogen; 
R 1 is -(OC) m R r or -(CR'=CR") m R r 
wherein R 1 is 

a) halogen, 

b) cyano, or the following groups: 

— (C) m R s 
I. 

c) R , 

d) -C(0)NR'R", 

e) -C(0)0(CH 2 ) m R S , 

f) ^C(0)R 5 , 

g) -N(OH)-(CH 2 ) m R 5 , 

h) -NR'C(0)-(CH 2 ) m R 5 , 

i) -N[C(0)-R'] 2 , 
j)-OR 6 , 

k) -(CH 2 ) m -SR 6 , -(CH 2 ) m -S(0)R 6 , or -(CH 2 ) m -S(0) 2 R 6 , 

1) aryl, unsubstituted or substituted by one or more substituents, selected 
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halogen, 

trifluoromethyl, lower alkyl, lower alkoxy, cyano, hydroxy, -NR'R", nitro, 

-(CH 2 )„OR', -C(0)NR'R", -C(0)OR' or ^C(0)R', 

m) is a five or six membered(^matic heterocydeT^taining one to four 

heteroatoms, 

selected from N, O or S and , unsubstiruted or substituted by one or more 
substituents, selected from halogen, trifluoromethyl, lower alkyl, lower alkoxy, 
cyano, hydroxy, -NR'R", nitro, -(CH 2 ) n OR\ -C(0)OR\ -C(0)NR'R" or -C(0)R\ 
n) is a five or six membered non-aromatic heterocycle of the formula 

^ ,r7) °-0" 

which may contain one additional heteroatom, selected from N, O or S, 
R'/R" are hydrogen, hydroxy, lower alkyl, cycloalkyl 

or aryl, wherein the lower alkyl, cycloalkyl or aryl group is unsubstiruted or substituted 
by at least one substituent, selected from halogen, 

trifluoromethyl, lower alkyl, lower alkoxy, cyano, ^di^^k ,,, R ,,, \ nitro, 
-(CH 2 )nOR"\ -C(0)NR"'R"", -C(0)OR"' or-C(0)R'", 

R"'/R"" are independently from each other hydrogen, lower alkyl, cycloalkyl or aryl, 
R 5 is hydrogen, cyano, hydroxy, halogen, trifluoromethyl, -C(0)OR', -OC(0)R or 
aryl, unsubstiruted or substituted by at least one substituent, selected from halogen, 
trifluoromethyl, lower alkyl, lower alkoxy, cyano, hydroxy, -NR'R", nitro, 
-(CH 2 )„OR', -C(0)NR'R", -C(0)OR' or -C(0)R\ or is a five or six membered 
heteroaryl group, containing one to four heteroatoms, selected from N, O or S, 
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unsubstituted or substituted by at least one substituent, selected from 

halogen, trifluoromethyl, lower alkyl, lower alkoxy, cyano, hydroxy, -NR'R", nitro, 

-(CH 2 )„OR\ -C(0)NR'R", -C(0)OR' or-C(0)R', 

R 6 is hydrogen, lower alkyl, trifluoromethyl, or aryl, wherein the lower alkyl or aryl 
group is unsubstituted or substituted by at least one substituent, selected from 
halogen, trifluoromethyl, lower alkyl, lower alkoxy, cyano, hydroxy, -NR'R' ' , nitro, 
-C(0)NR'R", -(CH 2 ) n OR', -C(0)OR' or -C(0)R', or is a five or six membered 
heteroaryl group, containing one to four heteroatoms, selected from N, O or S and 
is unsubstituted or substituted by at least one substituent, selected from halogen, 
trifluoromethyl, lower alkyl, lower alkoxy, cyano, hydroxy, -NR'R", nitro, 
" ' -(CH 2 )„OR', -C(0)NR'R", -C(0)OR' or -C(0)R\ 

R 7 is -C(0)-(CH 2 ) m OH or an oxo group; 
R 2 is hydrogen, lower alkyl, lower alkoxy, halogen or CF 3 ; 
R 3 /R 3 ' are hydrogen, lower alkyl or form together with the 
carbon atom to which they are attached a cycloalkyl group; 
R 4 /R 4 ' are hydrogen, halogen, CF 3 , lower alkyl or lower 
alkoxy; 

R and R 2 or R 4 and R 4 ' may be together -CH=CH-CH=CH-, unsubstituted or substituted 

by one or two substituents selected from lower alkyl, halogen or lower alkoxy; 

X is-C(0)N(R 8 )-,(CH 2 ) p O-,-(^ 

wherein R 8 is hydrogen or lower alkyl; 

n is 1 or 2; 

m is 0, 1,2, 3 or 4; 

o is 1 or 2; and 
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p is 1 or 2; 
or a pharmaceutically acceptable acid addition salt thereof. 



72. 



(New) A compound of the formula 

,(R) n 

R2- 



wherein 

R is halogen; 

R 1 is -(OC) m R r or -(CR^CR'OmR 1 
wherein R 1 is 

a) hydrogen 

b) cyano, or the following groups: 

— (C) m R 5 
I. 

c) R , 

d) -C(0)NR'R", 

e) -C(0)0(CH 2 ) m R 5 , 

f) -C(0)R 5 , 

g) -N(OH)-(CH 2 ) m R 5 , 

h) -NR'C(0)-(CH 2 ) m R 5 , 

i) -N[C(0)-R'] 2 , 
j)-OR 6 , 
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k) -<CH 2 ) m -SR 6 , -(CH 2 ) m -S(0)R 6 , or -(CH 2 ) m -S(0) 2 R 6 , 

1) aryl, unsubstituted or substituted by one or more substituents, selected from 

halogen, 

trifluoromethyl, lower alkyl, lower alkoxy, cyano, hydroxy, -NR'R", nitro, 

-(CH 2 ) n OR', -C(0)NR'R", -C(0)OR^o^(0)R^ 

m) is a five or six membered^matic heterocycle^containing one to four 

heteroatoms, 

selected from N, O or S and , unsubstituted or substituted by one or more 
substituents, selected from halogen, trifluoromethyl, lower alkyl, lower alkoxy, 
cyano, hydroxy, -NR'R", nitro, <C^^^C(0)OR\ -C(0)NR'R" or-C(0)R\ 
n) is a five or six membered^non-aromatic heterocycle of^the formula 

which may contain one additional heteroatom, selected from N, O or S, 
R'/R" are hydrogen, hydroxy, lower alkyl, cycloalkyl 

or aryl, wherein the lower alkyl, cycloalkyl or aryl group is unsubstituted or substituted 
by at least one substituent, selected from halogen, 

trifluoromethyl, lower alkyl, lower alkoxy, cyano/hydroxy >7 NR" , R"", nitro, 
-(CH 2 )nOR'", -C(0)NR'"R'"\ -C(0)OR"' or-C 
R"'/R"" are independently from each other hydrogen, lower alkyl, cycloalkyl or aryl, 
R 5 is hydrogen, cyano, hydroxy, halogen, trifluoromethyl, -C(0)OR', -OC(0)R or 
aryl, unsubstituted or substituted by at least one substituent, selected from halogen, 
trifluoromethyl, lower alkyl, lower alkoxy, cyano, hydroxy, -NR'R' ' , nitro, 
-(CH 2 )„OR' 5 -C(0)NR'R", -C(0)OR' or -C(0)R', or is a five or six membered 
heteroaryl group, containing one to four heteroatoms, selected fromN, O or S, 
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unsubstituted or substituted by at least one substituent, selected from 

halogen, trifluoromethyl, lower alkyl, lower alkoxy, cyano, hydroxy, -NR'R", nitro, 

-(CH 2 )„OR\ -C(0)NR'R", -C(0)OR' or-C(0)R', 

R 6 is hydrogen, lower alkyl, trifluoromethyl, or aryl, wherein the lower alkyl or aryl 

group is unsubstituted or substituted by at least one substituent, selected from 

halogen, trifluoromethyl, lower alkyl, lower alkoxy, cyano, hydroxy, -NR'R", nitro, 

-C(0)NR'R", -(CH 2 ) n OR\ -C(0)OR' or -C(0)R\ or is a five or six membered 

heteroaryl group, containing one to four heteroatoms, selected from N, O or S and 

is unsubstituted or substituted by at least one substituent, selected from halogen, 

trifluoromethyl, lower alkyl, lower alkoxy, cyano, hydroxy, -NR'R", nitro, 

-(CH 2 )„OR\ -C(0)NR'R", -C(0)OR' or-C(0)R', 

R 7 is -C(0)-(CH 2 ) m OH or an oxo group; 

R 2 is hydrogen, lower alkyl, lower alkoxy, halogen or CF 3 ; 

R 3 /R 3 ' are hydrogen, lower alkyl or form together with the 

carbon atom to which they are attached a cycloalkyl group; 

R 4 /R 4 ' are hydrogen, halogen, CF 3 , lower alkyl or lower 

alkoxy; 

R and R 2 or R 4 and R 4 ' may be together -CH=CH-CH=CH-, unsubstituted or substituted 

by one or two substituents selected from lower alkyl, halogen or lower alkoxy; 

X is -C(0)N(R 8 )-, (CH 2 ) p O-, -(CH 2 ) P N(R 8 )-, -N(R 8 )C(0)- or -N(R 8 )-(CH 2 ) P -; 

wherein R 8 is hydrogen or lower alkyl; 

n is 1 or 2; 

m is 0, 1,2, 3 or 4; 

o is 1 or 2; and 
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p is 1 or 2; 
or a pharmaceutically acceptable acid addition salt thereof. 

73. (New) A compound according to claim 72 having the formula 




1-100 



wherein R 1 and R 2 are as defined above. 

74. (New) A compound according to claim 73, further^^^si^R 2 being lower 

alkyl. 

75. (New) A compound according to claim 74 furthertaomprisingjR 2 being 2-methyl. 
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76. (New) A compound according to claim 72 having the structure 



R 1 ^ N 



wherein R 1 and R 2 are as above. 
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77. (New) A pharmaceutical composition 
least one phkrmaceutically acceptable carrier. 



ion containing a compound of claim 71 ar^Tat^) 
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